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^ L < i^fSiStr ;i/ =^ ;i/ T ^ y ^ > e^';b«> * ^ y ^ u < i^^ss^r ;i/ ^ Ji 
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0 >f b ^ J: » « D - * -5 K ^ tC J: o T 5^ $ tl S o 
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D-a-HKn^^-^-p-;l h^t/y :c-JlzfU}:fyfym (D-i3-p-^ 
h:^rS/7x-;i/|L^) ttD-p-MeOPhLa c^mg-^TS^L, D-a-A-f 

u^t/- (i4--huy:iL-)i) zfn\^virym [is- ( p -- h n 7x-;i/) ^ 

i?] ttp-NOgPhLa cilBS-tT'^L, 3- {A - V }hr ^ J y 

) - 2-t Kn:^S/>^Dl:f;t>^ [/3- ( p - ^;i/7 ^ 7 x::i;i/) %WL] 

lip -MegN P h L a c i:l!S-^T':g^b, (4 U ^ 

•fn)d-tym [i3- (p-^;b7*y y 7x::i;b) a^] li p-M 

o r P h L a c i:lig#T'^b, 2-tKn^i/- (4 - hf □ U 7 x^;i/) 
U^ditym [iS- (p-tfnUt^y v'x::!;!/) « p-PyPhLaci: 

BfS-^-e^L, MttL a c i:li^^-e^L, :pI^;1/D >f ^>{iM e L e u i:llg#T* 

[0 0 0 9] 

t.f^\t^m7^)\^^^ym^Mi^ m^\t. ^m&. mm.^. hy7;i/:fn»^ig, 

T;b=^rx>, rx7N°^^>^, ^A^#ife>tiSo 

[0 0 10] 
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[0 0 11] 

^^51^ r®mr;b=i^S/Sj iitTli, ;th=^^>, xh^i/, y^niK^e/, -f 

jm\ty^y^um^x$>-ox%mti'nm^x&^x%j:^\ z<Dm^rs.jm(D 

[0 0 12] 

1, 2, 5, 6-^h7iiFnifue;>-i--f;i/S, ji-^^ 
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V ^i/y- 1 ->f)im> /N°-t: KDtf u ^ 1 ->r;i/S, i, 4-i;r-!fi/ 

S^fDi;tlj:;f6S?D(7)#]g^S, :t^-9-yu 3 ->f;i/S, 2, 3-s;nK 

v^um^nLxmmm^ i ~ smtmnm^ i ~ zmii^mt^mmtr^ityf^m 

^<D$^m^S. >f > K-;i/- 1 ->f 1, 2 KnK>x-f $ 
-1 — f;bS, A'-t Knif an [i, 2 -a] \f^Vy- 2 )im^j^if(Dm 
^m^m. 2-Tif;^tfn [4, 5] ^i}y-2-^)imfjtif(Dyt.ifum^m. 
T-T-yifi/^n [2, 2, 1] ^>^^>-7->f;i/S«:i:*®<gA^l-t'\5^D^i^ 

[0 0 13] 

, t:Kn^i/S, t: Ko=^ri/ffiSfcT;i/=^;i/«, -hnS, i/T/S, ±gBbfcj: 

i&mrji^jim. 'SiilstifeT^ yiSgtT;!/^;^^, i/^n<£m7;i/:^r;i/T^ y 

[0 0 14] 
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# 0 4-3 0 5 0 9 ^ 

T^jm. 3i^)VrS,jm. V:^^}\yr^Jm. V:i^^)ir^J&. ^J-n-^ 

a 

[0 0 15] 

e)'5;iS)KT;i/^;i/S«)ttS®^^M^*^ Kndri^s, r;i/3:^ri/S 

[0 0 16] 

:/n7Kdri/;f7;i/7}<-;i/, m^WizT h^t^^ ^^f&^y^ 
;r^i/;fj;i/3jfx;i/S, M;t{i-7x y dri>T-fe^;i/, 7xy ^i/ tf;i--;i/^(^ 
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[0 0 17] 

»m^j^ mmr}va^i/x^mm-^tit:L^yv)vmi nLxit, m^\t^-:^h 

2, h^iy^yt^Jl. 3, 4 -i^:^ h^i/^yi/JV. 3 

, 4, 5- hU;l h^e//<> 2, 3. 4 - h U ^ h 2- 

x h /<> 4 - /\ ^ > iyJl^(Di&m7Jl 3 ^ > V 

>S/;k 3 -7;i/;tn^>s;;K 4 -7;i/;fn/<>s^VK , 2-^nn/<>i;;i/ 
, 4-^nn^>s;;u, 2, 4 -i/^' □ n/o^;;!/, 3, 4 -2;^ no/<>s;;i/ 
, 2, 6 -i/^nn/<>i/;b, 2-:^n^/<>i;;K 2 - >^n^- 4 -■jr □ n/< 

[0 0 18] 

^SF^^ mm7Jl^)\yXUm-^tit:L^yP)imi tLX\t. M^«4->15^;1/ 

4 -x^;i//<> 4 -:^n tr 4 ->r y:;^ntr;i/K> 
4 4 --f y:/^ 4 -m^m-f^JV^yV 
4 4 2, 3 - V:^^ji^yVjl 

,2,6- 5" >n/, 3,4- i;:^ y 2 , 4 , 6 - h y ^ 

^)i^yv;i. ^(D^m7J\^^)imm<yi/)i&i)'^mif^n^ 
't(D^^f£nmm^mt^y:c-)im<Dttfmf£mtLXJ,t, m^it4-^ 

i^:7x-;i/, 3, 4 -t^:f. h^tyy 3, 4, 5 - hV :^ h^i/y ^^-ji 

, 2, 3, 4 - h y ^ N:^r2/7x:^;i/, 2-:iih^yy ^l—JI, 4-^^t/J\/yt 
^i/y X - ;i/^(7)^aT ;i/ n ^ i/U^yx. -jim. m^\t2-i;uuy 
4 -^^nn^x— 2, 4 -e;^ n n 7xn;i/, 3, 4 -i^^nn^xn;!/, 
2, 6-s;^^nn7xn;i/, 2 - =E7xn;i/, 2-^a^-4 -^nn^x 
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t/^yV)l. 3, 4-V:^h^i/^yi^)^^ 3, 4. 5 - h U ^ b =Sr i/^V 
, 2, 3, 4 - h U :jI b^i/'Oi^Vl/, 2 -x h dri/^>i^';i/. 4-^:^i/;i/:^ 

^i/^y )i^o)i&mr )\y =1 ^ i/SSl^ y 2 - ij' □ n 
4 -:^anK>s;;i/, 2, 4 -s;?^'nn/<>i/;i/, 3, 4 -s;^nn/<>i^";K 
2, G-t/i^uu^yVJi. 2-zfu=e^yt/)\/. 2-zfu=e-A-i7uu^y 
Vjv^<DJ\u^yi\:^yi^}im. 2-\i\iu^f/^yt/)i. 3-\i]^u^z/^y 
s;;k 4-}i]^u^t/^yVjvm<D\i]^u^i/m^^yt^)^&^ 2-(nKD^ 
e/^ h^ty) ^yV)im<D^WL7)i^^tyiSJ:Xf\i\^u^i/mnM^yty)^&t>^ 

, i^aue^vs, ^u^fxuys, i-e/<^e;>', 4-;i5^>>nf^^i;>', 

[0 0 2 0] 

miS'fb^i?^ (II), ^(D^j:t;.^mm^trc\t't0i&\.tmmv^*)^ ^i&o) 
ft-^^^ (I I ) 07 ^ J m(DK^'mmi^tLx\t. ft^TOr^/SiiT 
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Sf5tt^#f!fctt, ^M-t'^^-fb'&^j (II) ®S!^{ctjeoT±iH®=fe<3D*^e)^ 

[0 0 2 2] 

if* Lv^^g^^i:LT^i, *;i/5i<i;>f ^ K*fe«-fcDiS CM^«, n-n ' - 
;b:i7;i/3j?2;>r ^ N-i/^n/s:^ri/;i/-N ' - (4 ->:;x^;i/r ^ 7 1/^' n^x 

:5rt/;i/) :<7;i/#i?>f ^ K, N-x^;i/-N'- {Z-Vi^'f-A/r ^ J zfu\£)l) 
TXK, i^-ftlfx (2-:r:^ry-3-:t:^-!?-l/i;x;i/) 3jN;^-7>f>^] ; N, N 

-;i/) ; ^^y^ ^y^^i^ {mx\t^y^i^f'\/y^^y--i^-i/f7u^^i/ 
;i/-r^>, i^:7xx;i/>!r-5^>-N-i/^n/\:^>>;i/^^>^) ;xh:?re/r-fe^ 
l/> ; 1 -T;b3:^ri/- l-i5rnnxf-l/>; x^;i/ jKU *X7x - h ; >f y 

; :4-^-b-U^ny K; h V y jL-jvii^Tsy ^ y tm^itmmtb <iti/r-\iyit3 
\^t<Dm'^t>-^ ; 2 -31^)1-7 -}i Kn ^i//<>X>f y dp-y-y y 
•^A^; 2-x^;i/-5- (m-7>;i/)jx37xx;i/) >f y ^-t^y y ^7 AH Kn 
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F^i-^i^^; 1- (p-^^DnK>-if>7>;i/7i>-;i/^=Sri/) - 6-:J7dd-ih 
hUT!/-;!/ ; 1 -11 KP^^'Ov^h UTV^-;i/ ; N, N-i^^^;!/ 

T L ;t V ^ ^3 s V ^ - I^^^^^P If ^3 ti s o 

(Mxiii^'^nn^^f 7^3fy-;K x^>^-;k >^ayV-;K r-feh-h 
u;i/, ifus;>'>, N, N-$;x5^;i//^;i/AT^ F, 4- 9 J y 
^ ^ 1.^11 Fn7^>, F;i/x>, ^i/\/y^tr:L\i.'enh<DU^m 

[0 0 2 3] 

(I a) tr^1,tt(D^\t. it^m (I I I) *feli^©^5:xhn 
-fbSfS Jc-f^f -t r i: tc J: U igJil- s :i i: *^T' ^ s . 

ffl^gMf^ffc^^^ (III) (4^^¥3 - 3 5 7 9 6-t) J3<J:tJ^«fm'^ 

ZKDMfSli, it^m (III) tfe«^<Z)iSlc«>!l^raSI^®xhn>ffcMS:f^ 
M ^ it S - ic i »; fi^* fcns 0 

5 IB^® icm C T^f e) i i: *«T' ^ S , 
[0 0 2 4] 
ig^^3 

(lb) ^fcli^ODiSti, it^m (la) 
tc#-r :i i: J: y Sgiit S r i: A^T? ^ S o 
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^t/^jumm. j-^^v^Am. mit^-^^v^A. j-^^i:^^M.-mm. nn-r ka° 
^\mmtLxmMt^:iii^x^^o mm^jiiizm^^^^mfjtmmtLxit, 

[0 0 2 5] 
|g^^4 

BM^tj (I c) mMmsizxvm^nr^it^^ (i b) 
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) tr^itmm^m (M;t«tfye;>, hux^;i/T^>^) *^#if^*is, 

iH«® fcm C T r *^T' ^ S o 

^fer;i/dr;i/A^>r Ki:*SS<7)^*^^t)-li:lcj:eHf5li«&K&®|g5^M4 isa«© 
:^ ^ (c m D -r e> r T' ^ 5 o 

[0 0 2 6] 

SM-^t; (Id) *fel±^(DmttS3igi&3lCj:»J^e,4xfe>fb^t> (lb)* 

^i!&i:S7t:Mi:®^«^^t)-B:, *fe(i2o<Z)An>5f>SS:^-r«>^l:^i^i:JSSi: 
(D ffi *-^t> tc J: »; ff e) T' ^ s „ 

[0 0 2 7] 

m?S^^?:^LT^^5o ilticjic, iJU¥, 4^, M, fe<fct;^(Z) J: 

<^^>^XM (H a e m o n c h u s ) 

h U h n>^;b::^M (Trichostrongylus) 
;r::^7^;i/^-=^'VM (Ostertagia) , 
%'^V'r-^)\>y>.M (N e m a t o d i r u s ) , 
>7-^^)yM (Cooperia) , 
yy^ii U (Ascaris)^ 

— AM (B u n o s t o m u m) 
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^i-T^V y ijfX N A — AM (Oesophagostomum) , 

^^^;i/5"rM (Chabertia), 

hU^i'JXM (Trichuris), 

7>hn>^;b;^.M (Strongylus) , 

hy=i:^vM (Trichonema) , 

f^-< ^f-::t:ijC';i/XM (Dictyocaulus) 

^^-Vlf^UrM (Capillaria) , 

•^x^^J^M (Heterakis)^ 

S^Vl^fj^M (Toxocara) 

r:^:*U7^>rTM (Ascaridia), 

:t^2/t7UxM (Oxyuris), 

yy^nT.V-'^M (An c y l o s t oma) , 

'^yiyt^)rM (Uncinaria), 

h^i^X;?7U;^M (Toxascaris) , 

n=y7.i^^)7.m (Parascaris) ftt^ 

r. tKX h n >^;b:xM (Nippostrongylus) 

7'r^yr^(Filarii(iae)^-fe^U^^ (Setari 

i d a e) (D%^^\timmS'Mm. -g[T>a.t;y >A°fMi^0j:e)^fficDffiM:& 

[0 0 2 8] 

T>=¥nx h — (A n c y 1 o s t o m a) ^ 
:^^:*7h-;i'M (Necator). 
TX:i7 y (A s c a r i s ) , 

X h n ^^Sr-r □ -Yf^y^M ( S t r o n g y 1 o i d e s ) , 
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hVil^'yM (T r i c h i n e 1 1 a) , 
:Jr^l^^U7M (Capillaria) , 
h 'J ^riU (Trichuris) AXf 
x>f-nbfC;::^M (Enterobius) 7?feSo 

^iLX^ib^y^ 7^<Dzfy^iy^) TM (Wu chereria) , ZfJl-i^ 
rm (B r u g i a) , ;r > =i-fe;i/:!^M (Onchocerca) Mn7^^ 
( L o a ) Mr;iC!&6^^«Sm5Pf (Oracunculidae) ©K^^^^J' 
;i/XM (D r a c u n 1 u s ) (D^4*, Ji'iF^^^iKO^Ba^ililf^W^^^® 

[0 0 2 9] 

Ml- -So 

(1) nmY.^m 

(2) 

"yv V^^U^—ii^y^Vny^}l7.-:f'7V^):3Lyi/7. (Nippostron 
gylus brasiliensis) Sr^^^-^fe^^y V^O^m^n^^m 

V V (iW i s t e r V (i*^* 120g-130g, 6 jg^lfii) 

$:Mv^fe^V^ 1E^'»J*?I3 0 0 0^(^^gS^mS:^Tg^ab"C^^$-&7^o 
V^m\t'km\t^0mg^Vi^'f-n^7.)yts^i/^0. 2 5mlT'^ft?L, 0. 5 

%^5^;i/-fe;i/n-7.7K^?«$:iD;tr, lOO, i o, 5, 2, 5, 1. 2 5, 1 

. 0, 0. 6 3, 0. 3 2mg/k g(De«iC^Sj:e)lC?g[S5:MMbT«M 

Lfco ^gs^7, 8, ^B^\z^mt^^^±M(DWim-xmun^L. I^IIB 

#^tifcMffi5:t)i:{cMS^^®^^y b (n>hn-;u) C)m{!{t|S:i:<D 1 0 0 
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[0 0 3 0] 

(3) mmmm 







PF1022 


lOmg/kg 


mmmi 


2.5mg/kg 


mmmd 


L25mg/kg 




2.5mg/kg 




0.63mg/kg 



[0 0 3 1] 

Mi5j^xfmmmtr^\ti(Dm(DmBmtmzm^fj^4¥miSL(Dmmtfzityi^^^ 

It-mizm^^t^^ir^O. 0 1-0. 5 ^f^tCttO. 0 1-0. 1 



04—30509 



0 0 1 — 2 %-g-^tTv>eo 

[0 0 3 2] 

M-^-rSo i(J[)<k^^j:«!.*l*, -mizm^it^m^O. 0 5~5 0*S%^^-t 

So 

>Jiii(lO. 01~100mg, iSF^SifCliO. 5-50. 0 m g ^rSPS-^t S Zl 
{Ccl:oT#e>nSo r(Z)J:e)^Ji^«Stt-StCt^cli^tILfc^M*T'l~5H 

[0 0 3 3] ~" 

izmmV. OTCf. 3E5SK:^bU t^A(1.9g)$:'>L-r-:3inAfeo ^(Z)**4^fS 
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^itii3JViy^2^r^mL. mm^^M^Lt^o }^M{C^>-fef X30-1) 

, ^>i;;i/T;i/3-;i/(3.4mi) SitKp - h;i/x>7>;i/3jN>iEi;!Kfa2f^(o.22g) ^ 
i^'->>^^-^^SS:fflv^T3^|^MM5:^^ofco mUtX^^M^. 

;i->^^>i/;i/xxT-;i/(i.79g) $:#fco 

NMRCCDClg, 6 ): 3.12(dd,lH) , 3,29(dd,lH) , 3.78(s,3H), 
4.44(t,lH), 5. 07-5. 25 (a, 2H), 6.77-7.36(m,9H) . 
[0 0 3 4] 

Boc-MeLeu-0H(1.37g) ® ;l ^ / -;K30«I), ;!K(10al)©^?KlC 2 0 i/ 
-i/ATK^MSriDjipH?. 0i:bfc„ ^«t$:MJEW5SLfe^, h;i/X>(10Ml)T' 3 
la^^^Lfco J^M$:i/'^^;b5j^>a/AT^ K(20al){c^jS¥b, *?^T, (S) -a- 
^nn-i3-(p- ^h^i/) 7a^-;i/^n t::4->^K>2;;i/x;^7^;Kl.7g)§:iin 
^^T'2 4TOiS^bfc, SlS?gS:7K(150iil) {c^^, x-7^;i/(i00al 

@f^x^;i/i:/\:^r-9->0ii?ift(l:8 v/v) T'^ffiLfeo mM04*Si{&$:-g-t?^ffiM 

Boc-MeLeu-D-p-MeOPhLac-OBzl (1.59g) 
NMRCCDClg.e): 0.90(d,6H), 1.41(s)&Ofl.49(s) (9H) , 1.40-1.58(«,3e) , 
2.62-2.67(b,3H), 3.0H-3.15(»,2H) , 3.77(s,3H) , 4.68-4.80(«)St;, 
4.97-5.29(«)(4H), 6.78(d,2H), 7.06(d,2H), 7.26-7.38(b,5H) . 
[0 0 3 5] 

Boc-MeLeu-D-p-MeOPhLac-OBzl (1.36g)0;pl 9 J -;i/(15Bl)^MtC 1 0 %>'\°5 V 

■dTco mM'kmiih^^-kW^h, Boc-MeLeu-D-p-Me0PhLac-0H(1.08g)$:#fe„ 
NMRCCDClg, 6 ) : 0.89-0.95(«,6H) , 1.44(s,9H), 1.44-1.79(b,3H) , 
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2.66-2.82(«,3H), 3.01-3.20(ai,2H) , 3.79(s,3H), 4.40-4.75(m,lH) , 
5.15-5.38(m,lH), 6.82(d,2H), 7.14(d,2H). 
[0 0 3 6] 

Boc-MeLeu-D-Lac-0Bzl(1.04g) $:4N-ig^- 5;;r^-9->(12.5«l){C^j!i?b, 
*?^T, S^mmWLt=.o mm^W.&^^^^ h;i/X>(10ml)T'2|lI^^^?:b, 
H-MeLeu-D-Lac-OBzl-HCl (Ig) $:#;/co 

NMRCCDClg.e) : 0.94-1.00(ib,6H) , 1.59(d,3H), 1.78-2.13(m,3H) , 
2.62-2.75(m,3H), 3.78-3. 85 (m, IH) , 5.09-5.29(b,3H) , 7.25-7.43(b,5B) , 
9.80-10.00(in,lH), 10. 30-10. 55(«, IH) . 
[0 0 3 7] 

Boc-MeLeu-D-p-MeOPhLac-OH (Ig) , H-MeLeu-D-Lac-QBzl -HCl (Ig) ,V^U)\/i^9 

>(20ai);at5hyx5^;i/r^>(i.5«i) ®M^?giJc^?^TMi^x (2-:t^y 

- 3 -;r^r-9-V^U jJ^J^^-f > (0.98g) ?:ilD;t, ^«)* t 1 3 L 

fe, 7K(50i»l)S:Jn;i, Mx^;i/(50«1 x3)-effiffiL/, ma^^ii^'^^W^^ 

;i/^^nvhi^^-7^-lcj:»j5|tsat, ifSix5^;i/-/\dr-9->®?g?R(l:3 v/v) T- 
^mu^co mM®^^^fe5:-^t^^mM:9•<^)^«^S:W*t, Boc-MeLeu-D-p-MeLeu 
D-Lac-0B2l(1.59g) S:#fco 

NMRCCDClg, 6): 0.80-0.99(«, 12H) , 1.42-1.80(«,18H) , 
2.66-3.04(«,8H), 3.78Cs,3H) , 4.64-5.43(«,6H) , 6.81(d,2H), 
7.12-7.39(«,7H). 
[0 0 3 8] 

Boc-MeLeu-D-p-MeOPhLac-OBzl <Di^t> ^ {CBoc-MeLeu-D-p-MeOPhLac-MeLeu-D - 
Lac-OBzl (0.75g) 5:^ V^fcJK^^^i|gigM 3 iil^^lC LTBoc-MeLeu-D-p-Me0PhLac- 
MeLeu-D-Lac-0H(0.67g) 

NMRCCDClg.S) : 0.82-0. 94(«, 12H) , 1.46(s,9H). 1.40-1.80(«,9H) , 2.67-3.29 
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(m,8H), 3.77(s,3H), 4.83-5.71 (b,4H) , 6.80(d,2H), 7.15(d,2H). 
[0 0 3 9] 

Boc-MeLeu-D-p-Me0PhLac-MeLeu-D-Lac-0Bzl(0.75g)$:4 N-I^M ' It^x^;!/ 
(5.25ml) (c^S?L, *?^T3^^m^L^z. ^^Sr^MSLfe^, N;bx> 
(10ml) 2 0^^^ LT, H-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-OBzl -HCl (0.74g) S: 

NMR(CDCl3,3) : 0.77-1.00(a,12H) , 1.21-1.98(m,9H) , 2.61-3.10 (m,8H) , 
3.77(s,3H), 3.62-3.82(m,lH), 5.04-5.55(«,5H) , 6.83(d,2H). 
7.12-7.34(m,7H), 9.30-9.50(m,lH) , 10. 40-10. 59(m, IH) . 
[0 0 4 0] 

Boc-MeLeu-D-p-MeOPhLac-OH (Dfiit> U (CBoc-MeLeu-D-p-MeOPhLac-MeLeu-D- 
Lac-OH (0 . 67g) S: ffi V ^, H-MeLeu-D-Lac-QBz 1 • HC 1 (Dj^t) U fC , H-MeLeu-D-p-MeOPh 
Lac-MeLeu-D-Lac-OBzl-HCl(0.74g)$:MV^fe£A^1^«igJtM5 i:I^^{CLT, Boc-M 
eLeu-D-p-MeOPhLac-MeLeu-D-Lac-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-OBz 1(0. 94g) 

NMR(CDCl3,6) : 0.80-0.99(«,24H) , 1.10-1.70(m,27H) , 2.65-3. 10(m,16H) , 
3.77(s,6H), 4.61-5.49(«,10H), 6.78-6.85(m,4H) , 7,12-7.40(m,9H) . 
[0 0 4 1] 

^^M9 

Boc-MeLeu-D-p-MeOPhLac-OBzl ©f^t) U ICBoc-MeLeu-D-p-MeOPhLac-MeLeu-D- 
Lac-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-OBzl (0.92g) VAfeffitt, ^iiM 3 t 
m^iZLX Boc-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-MeLeu-D-p-MeOPhLac-MeLeu-D- 
Lac-0H(0.89g) ^mtzo 

NMR(CDCl3, 6 ) : 0.79-0.99(m,24H) , 1.10-1.80(m,27H) , 2.65-3.10 (m.ieH) , 
3.77(s,6H), 4.60-5.65(B,8H), 6.78-6. 90 (■,4fl) , 7. 13-7.25(m,4H) . 
[0 0 4 2] 

mmmi o 
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Boc-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-OH 
(0.89g) /<>^5f7;i/>f n7xy -;i/(0.14g) 0i/^u)\y:^9y{ioa\mmz. * 

MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-OCgFg 
(0.8g)$:#fco 

NMR(CDCl3,6 ): 0.80-0.99(m,24H) , 1. 10-1.80(»,27H) , 2.65-3. 18 (iu,16B) , 
3.77(s,6H). 4.60-5.55(m,8H). 6.78-6.90(m,4H) , 7.10-7.22(«,4H) . 
[0 0 4 3] 

H-D-Man-OH(lg) , h U X^;i/T 5 > (0.92ml)®B^^X^;i/(50«l)^?SlC^?^T:^ 
H-D-Man-OPac ( 1 . 7g) S: # o 

NMR(CXl3,6) :5.30(d,lH). 5.41(s,lH), 5.47(d,lH), 7.37-7.88(-,10B) . 
[0 0 4 4] 

Boc-MeLeu-OH ( 1 . 54g) , H-D-H-Man-OPac (1.7g) 0J^'ft;t^l/>(5O»l)?§?KJC, 
Tii-^r. V:^^)\y7^ J i^VVyOlng), l-x^;i/-3- {3-^^^)17 5. 

vh^^^-f-lCjcyiftSSIL, SfSix5^;i/ • /\^-9->0M(l:3, v/v)T'^mt 
feo mM0D^^ife?:-^t;?§m®5i-®^5«5:©*b, Boc-MeLeu-D-Man-0Pac(3g) 5: 

NMRCCDClg.S) : 0.91-0. 97(m,6H), 1.39(s)^t;i.43(s) (9H) , 
1.40-1.86(«,3H), 2.85(s);5LO=2.88(s)(3e), 4.80-4.88(«) AX^ 

23 05-013834 



04-305093 



9 



5.04-5.12(ni)(lH), 5.29(d,lH), 5.40(d,lH), 6.11(s) 5.0^6.15(8) (IH) , 7.40- 
7.86(m,10H). 

[0 0 4 5] 

m^m 1 3 

Boc-MeLeu-D-Man-0Pac(3g)® 9 0 %M;!fc^?K(30iil){CMI&i||^*(3g) ^Mk.. 

^ux'immmwi^r^o m^^mm^mmLt^^. mm^mM^Lx. mmzm 

h^^y>( -iZ^^jmmL. ^it:fi^Uy/Ji^ J -}]y/mmi2Q:l:0A, v/v) 
(DUWiXmrnLt^o mm<D^m^i:^tiT^B!,m^(Dmt^^W^VX. Boc-Meleu- 

D-Man-0H(2.22g) S:#fe„ 
NMRCCDClg.S) : 0.91-0. 97(m,6H), 1.28(s)5tf 1.44(s) (9H) , 
1.40-1.80(b,3H), 2.86(s,3H), 4.80-4. 98(«, IH) ) , 5.95(s,lH), 
7.39-7.50 (a,5H). 
[0 0 4 6] 

ji<Di^t> *) tc (s)- a uu-fu\^^ymh^) ^ n nx^;i/x^^;i/(4.8g) 

VNfeft&tt|g3gM2 i:|^^tCbTBoc-MeLeu-D-Lac-0Tce(7.98g) ?:#feo 
NMRCCDClg.S) : 0.93-0. 98(«,6H), 1.47(s,9H), 1.59(d,3H), 1.50-1. 78 (m,3H) 
,2.81(s)jSti;2.84(s)(3H), 4.64-5.05(«,3H) , 5.19(q,ie). 

[0 0 4 7] ~" 
gg^Ml 5 

Boc-MeLeu-D-Lac-OBzl®f^t) V tC, Boc-MeLeu-D-Lac-0Tce(2.7g) 
{±SSl3tM4 ill^^fCLT, H-MeLeu-D-Lac-0Tce-HCl(2.45g) 5:#feo 
NMRCCDClg.e) : 0.95-1.03(i,6H) , 1.68(d,3H), 1.80-2. 16(i,3H) , 
2.74-2.80(b,3H), 3.80-3.99(«,lH) , 4.67(d,lH), 4.96(d,lH), 5.32(q,lH), 9. 
80-10. 10(a,lH), 10. 30-10. 60(«,1H). 
[0 0 4 8] 
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mm.m i e 

Boc-MeLeu-D-p-MeOPhLac-OH ©f^t) U tC, Boc-MeLeu-D-Man-OH (2 . 22g) 
H-MeLeu-D-Lac-OBzl -HCl CDf^t) *J tC. H-MeLeu-D-Lac-QTce-HCl (2.4g) ^r^feJe^ 
^l±, IJJiiMS ill^illCUT, Boc-MeLeu-D-Man-MeLeu-D-Lac-0Tce(3.33g) 5:^ 

NMRCCDClg.e) : 0.77-0.99(oi,12H) , 1.35(s,9H), 1.26-1.84(«,9H) , 
2.79-2.98(m,6e), 4.53-5.55(ni,5H) , 6. 15-6.24(n,lH) , 7.39-7.46(«,5H) . 
[0 0 4 9] 

mm 1 7 

Boc-MeLeu-D-Man-OPac(Z)f^t) U tC, Boc-MeLeu-D-Man-MeLeu-D-Lac-0Tce(1.5g) 
5:MV>fej;j^^li, SSitMl 3 hl^^lCLT, Boc-MeLeu-D-Man-MeLeu-D-Lac-OH 

(i.46g) ^mr^o 

NMRCCDClg.S) : 0.79-0.99(m,12H) , 1.37(s,9H), 1.20-1.83(«,9H) , 
2.79-2.29(m,6H), 4.53-5.40(«,3H) , 6.14-6.26(m,1H) , 7.39-7.44(«,5H) . 
[0 0 5 0] 

Boc-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-OBzl (Di^t> U IC, Boc-MeLeu-D-Man-Me 
Leu-D-Lac-0Tce(1.5g)$:fflVNtft&ttigitM7 ill^^lCUT, H-MeLeu-D-Man-MeLe 
u-D-Lac-0Tce-HCl(1.3g) S:#feo 

NMR(CDCl3,6) : 0.78-0. 98(i,12H) , 1.30-2.24(«,9H) , 2.78-2.97(«.6H) , 
3.79-3.99(b,1H) , 4.52-5.56(«,4H) , 6.27-6.31 (■,1H) ,7.40-7.52(«,5H) , 
9.52-9.90(«,lH), 10710-10.42 (■,1H). 
[0 0 5 1] 

Boc-MeLeu-D-p-MeOPhLac-OH CDf^t) U IC, Boc-MeLeu-D-Man-MeLeu-D-Lac-OH 
( 1 . 4g) $: M ^ \ H-MeLeu-D-Lac-OBz 1 • HC 1 (D t) U {C H-MeLeu-D-Man-MeLeu-D-Lac- 
0Tce•HCl(1.3g)$:M^^feflfi^i, Sgj^M 5 il If ^{C LT, Boc-MeLeu-D-Man-MeLeu- 
D-Lac-0Tce(1.7g)5:#;/co 

NMRCCDClg.S) : 0.76-1. 18(«,24H), 1.21-1.98(«,27H) , 2.79-3. 10 (■,12H) , 
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4.52-5.59(iii,8H), 6.13-6.25(m,2H) , 7.15-7.55(b,10H) . 

[0 0 5 2] 
§gjiM2 0 

Boc-MeLeu-D-Man-0Pac®-f^^5 »J fc, Boc-MeLeu-D-Man-MeLeu-D-Lac-MeLeu-D- 
Maii-MeLeu-D-Lac-OTce$rMv\feffi{j:, ISaiM 1 3 M{C LT, Boc-MeLeu-D- 
Man-MeLeu-D-Lac-MeLeu-D-Man-MeLeu-D-Lac-OH (1 . 07g) 5: # „ 
NMRCCDClg.e) : 0.70-1. 10(m,24H) , 1.35(s,9H), 1.25-1.98(«,18H) , 2.78- 
3.09(«,12H), 4.20-5.59(b,6H), 6. 10-6.37(b,2H) , 7.26-7.59(b,10H) . 
[0 0 5 3] 

m^m2 1 

Boc-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-OHC!) 
t> y (C, Boc-MeLeu-D-Man-MeLeu-D-Lac-MeLeu-D-Man-MeLeu-D-Lac-OH ^M^^tc 
mi^Ml 0 tmm^LX. Boc-Heleu-D-Man-MeLeu-D- 
Lac-MeLeu-D-Man-MeLeu-D-Lac-OCgFg (0 . 96g) $: # „ 

NMRCCDClg.S) : 0.72-1.00(b,24H) , 1.10-1.95(«,27H) , 2.77-3.09(b,12H) , 
4.40-5.68(b,6H), 6. 12-6.24(b,2H) , 7.22-7.58(b,10H) . 
[0 0 5 4] 

mi^m2 2 

(R) - 2 -T-fe t/- 3 - (4 hn7x^;i/) :/nif;r>^x5";i/x 
(5. 6 2 g) ©X^y-;i/ (5 Oml) ^^{CigJ^Sg (2. 5 m 1 ) 

t^i (0. 6g) ^m^, yi<^mitf:^w^mM.^izUEc.r^u 

0. 0 5N^m (2 0 0ml) $:in^x-^;i/ (1 0 0ml X 2) Vm^bt^o 

yKMizmm^myi^m^ h V ^ i^mm^ p H 1 otx-m^^-f-)i (i o omi x 

L, mm^^MiiLtz, ^mz^y^y (4 0ml) , ^yi^jirjin-)v ( 
2 1ml) ;5tt)«P- ^;^x>;^;^3j^>^l7K^Dt^ (4. 7 6 g) ^iMXAmmM 

mmm^ff-Dtzo ^utx'^m^mm^'^s.^^btz. js^fc* (2oomi) 

$:An;tx-7^;i/ (10 0 mix 2) T-gfet^L^^o *SlC||fO^^;!K^± N U -t/A 
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^?K$:pH 1 0 *T'iD;ix-x;i/ (l o Oml x4) T'fl&ffibfeo 

ti?a:^j^7KT'Stt^^, Myi^mmi-hvoi^x^nmb. mm^m&'^^i^ (r) - 

3_ (4 -T^ y 7x^;i/) - 2-A>f Fn^i/-/ntf;t>^^>S/';i/x;?.5^;i/ 

(2. 8 4 g) 5:^i;^^o 
NMRCCDClg, 6) 2. 85 (dd, IH), 2. 6-3. 6 (m, 3H), 3. 0 
0 (dd, IH), 4. 38 (dd, IH), 5. 15 (s, 2H), 6. 53 

(d, 2H) , 6. 90 (d, 2H) , 7. 25-7. 4 (m, 5 H) 
IR(r-h): 1740cb"1 
[0 0 5 5] 

mmm2 3 

(R) -3- (4 -T^ y 7xr.;i/) -2-/\^ \^u^i/^u\f:^ym^y^y 
;i/x;^x;u (o. 2 6g) 0mm (6ml) ^^gtlCA'^/J^yi/Ar^i/xt K (0. 
3g) $:in^, stci/r>'>!Km^bJ^':7^:hhy -^A (0. 3g) $:^^>*^c^^^^ 

(D^^ux^sm^mwLf^o ^myi^mi-hv^i^mm (2 5mi) jsli/tk (25 

g) t4i{CMfS:?KS:^>!r«xf^^n:5^;i/ (5 Oml X 2) T'ttffiLfeo 

(7 : 3V/V) 0UWix^iiiLr:io mMo^^m^^timBim^o) 

mm^W.S.^^l^X (R) - 3- U->:y:^^}irs.jy:L-)l) -2-y\>fK 
n^i/-:fnfc::;r>i^'<>y;i/x;^x;i/ (O. 2 2g) $:#^o 

NMR(CDCl3, S ) 2.64(d,lH) ,2.91(s,6H) ,2.90(dd,lH) ,3.04(dd,lH) ,4.43(ddd,lH) 
,5.18(s,2H) ,6.63(d,2H)',7.01(d,2H) ,7.35(bs,5H) 
1R(--H: 1733,1612c«"^ 
[0 0 5 6] 

Boc-MeLeu-OH(l. 27g), H-D-p-MegNPhLac 
-OBzl (1. 4 7 g) (2 Oml) ^?«lC*?^Ti^';i^>'l/r 

^jifvvy io. i5g), i-:n^)v-3- {3-t;:^^)ir^J-:^u\£)i 

) ^ K • ^Wti^ (1. 0 1 g) ^M^. "to^tt 1 5NF!^it^bfeo 
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(50ml) $:iD;iit^x^;i/ (5 0ml x 3) T'fliaiL 

. ^^"^y. mm:r:^)\y (4 : 1 v/v) (Dii?KT'^mbfco mm<D^mm^^ 

timmM'^omm^m&W^LXB o c-MeLeu-O-p-MegNPhL 
a c-OB z 1 (1. 6 9 g) $:#feo 

NMRCCDClg, 6 ) 0.90(d,6H) ,1.4-1.65(m,12H) ,2.63(s):g:t"2.68(s) (3H) ,2.93(s,6 
H) ,3.05-3.15(iii,2H) ,4.65-4.80(ai);S:t* 4.95-5.20(m) (4H) ,6.62(d,2H) ,7.03(d,2H 
),7.1-7,2(m,5H) 

IR (KBr) : 1747 , 1730 , 1693 , 1675 , cm"^ 
[0 0 5 7] 

mmmz 5 

B o c -Me L e u -D- p -MegN P h L a c -O B z 1 (1. 67g) 
<D:f^^J-)l/ (3 0ml) J^Xfy'h^n^ KP7^> (5ml) ^mWHZ 1 0% 

-A^iz-^TA^m (0. 3g) ^m^. 7i^mis:^w^m%^i<%&r^uxi. 5 
^[s*^^SDS:ffofeo mmiim^Ltz^. mm^m&^^b, Boc-MeL 

e u -D- p -MegN P h L a c -OH (1, 4 4 g) Sr^fco 
IR(KBr): 1741,1694c«"l 
[0 0 5 8] 

^mmz 6 

B o c -Me L e u -D- p -MegN P h L a c -OH ( 1 . 44g), H 
C 1 • H-Me L e u^b-L a c -OB z 1 (1. 1 7 g) , hUx5^;i/r^ 
> (1. 9 2ml) JSLXft?^U)l:f^9y (15ml) ©M^?«i{C5!K?^TiSft X 
(2 -;r^v- 3 -;^-dr-9-!/u t;-;i/) y^T^y^y (1. 3 0g) ^MPi'tO) 
t^lb. 5^|^^^Lfco ^«E$:^M5SL, ;!K (5 0ml) $:in^gf^x5^ 

)v (5 0ml X 3) vmmbrzo mm:^^jiMi:mmiki&yi<.vmw^. 

•^h^^y^-iZ^^jmmb. ^^if^, mm:r.^)l (7 : 3V/V) ®ii?KT' 
^mUto mM®^^tJ5:-^tf^ffiW:$5"0^^$:^JEM5SLT, Boc-Me 
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L e u - D- p -MegN P h L a c -M eLeu-D-Lac-OBzl (1 

. 5 5 g) -^imtco 

NMRCCDClg, S ) 0.8-1.0(m,12H) ,1.4-1.7(m,18H) ,2.7-3.1 (m.SH) ,2.90(s,6H) ,5.6 
5-6.5(in,6H),6.65(d,2H),7.08(d,2H),7.3-7.4(ii,5H) 
IR(KBr): 1740, 1695, 1663cm"^ 
m^m2 7 

B o c -Me L e u - D- p -MegN PhLac-OBz 1 <7)f^y tC, B 
oc-MeLeu-D-p -Me gN P h L a c -Me Leu-D-Lac-O 
Bzl (0. 7 7g) ^m^^r^i^^it^i^mz b tmm^bXB o c-Me he 
u -D - p -MegN P h L a c -Me Leu-D-Lac-OH (637mg 

) ^mr^o 

IR(KBr): 1739, 1694, 1663c«"^ 
[0 0 5 9] 

mmm2 8 

Boc-MeLeu-D-p-MegNPhLac-MeLeu-D— Lac 
-OBzl (765mg) 5:4N -i^^-gt^x^;i/ (5ml) IC^fi? L. 

vzmmmwbtzo ^m^m&^^vr^^^ h;i/x> (lomi) t-zh^^l 

T, 2 HC 1 • H-Me L e u -D- p -M egN PhLac-MeLeu-D 
-Lac-OBzl (7 8 3 mg) S:#feo 
IR(KBr): 1744,1647c«~^ 

[0 0 6 0] 
Sgj^M2 9 ~ 

B o c -Me L e u - D- p -MegN P h L a c -OH(Z)f^y {C 
Boc-MeLeu — D— p— MegNPhLac— MeLeu-D — Lac — 

OH (0. 6 4 g) , 

HC 1 • H-Me Leu-D-Lac-OBzl 0f^»J fC 
2HC1 • H-MeLeu-D-p-MegNPhLac-MeLeu-D-L 
ac-OBzl (0. 78g) ^m^^rc&.9\^\tn^m2 6 tmmzLX. Boc 
-Me L e u-D-p-MegNPhL a c-Me Le u-D-L a c-Me L 
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eu-D-p-MegNPhLac-MeLeu-D-Lac-OBz 1 (0. 

8 8 g) ^mtz.. 

NMR (CDC 1 3 , S ) 0 . 75-1 . 0 (m , 24H) , 1 . 2-1 . 8 (m , 27H) , 2 . 65-3 . 1 (m , 16H) , 2 . 91(s , 12H) 
,4.65-5.5(bi,10H) ,6.6-6.75(«,4H) ,7.0-7.15(ii,4H) ,7.3-7.7(iii,5H) 
IR(KBr): 1740,1694,1662 cb'^ 
FAB-MS 1243 [M+H] ^ 
[0 0 6 1] 

B o c -Me L e u - D - p -MegN PhLac-OBzl ©f^tl tC 
Bo c— Me Le u — D— p— McgNPhLa c— Me Le u — D — La c — 
MeLeu— D-p-MegNPhLac— MeLeu-D-Lac— OBzl 

(0. 8 7g) s:Mv^?t^^^^^iis[»J4 iii^^icLT 

Bo c— Me Le u— D— p— MegNPhLa c— Me Le u — D — L a c — 
MeLeu-D-p-MegNPhLa c -Me Leu-D-Lac-OH (0 

. 8 1 g) ^mr^o 

IR (KBr) : 1735 , 1695 , 1662c«"^ 
[0 0 6 2] 

Bo c— MeLe u— D— p— McgNPhLa c— Me Le u — D— La 
c - OB z 1 ©f^ytC, B o c -Me L e u - D- p -MegN P h L a c -M 
e Le u — D — L a c— Me Le u— D— p— McgNPhL a c— Me Le u 
-D-L a c -OH To. 8 1 g) $:M V^feJ^^^j:|g5tM 7 i: (^^IC LT, 3H 
CI -H-MeLeu-D-p -MegN P h L a c -Me Leu-D-Lac 
-Me Leu-D-p-MegNPhLac -Me Leu-D-Lac-QH ( 
0. 8 2 6 g) ^mt:Lo 
IR(KBr); 1743,1646cb"^ 
[0 0 6 3] 

mmm3 2 

(R) - 3- (4 -y ^ y7xr.;i/) -2-/\^\^a^i/zfu\fytym^yi^ 
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;ux;^-r;i/ (0. 2 7 g) , tf;^> (2 --^ nDx^;i/) x-7^;b (0. 12ml 

) , ^mij'j^y^ (0. 2 8 g) Axfmt-f-hv ^hs (o. 075 g) 

;i/;}N;i//Ar^ K (Iml) M^?K$:7 0- 9 0 ICT' 7 ^ W??&bfeo ^M^T 
?^SP^, tK (5 0ml) S:in;tx-7^;i/ (2 5ml X 3) T'iAffiL/feo x-^;!/ 

^x5^;k x^ry-;i/ (6 0 : 3 5 : 5V/V) mS®^^ 
tlS:^tf^ffia:$^®{§^$:^M5gbT (R) - 2 -/N>f Kn^i/- 3 - (4 - 
U y y'xx;!/) :/ntr;r>@?^>S^;i/xx7^;i/ (o. I4g) 

NMRCCDClg, 6 ) 2.66(d,lH) ,2.91 (dd.lH) ,3.05(dd,lH) ,3.0-3. 15(m,4H) ,3.8-3.95 
(iB,4H) ,4.45(ddd,lH) ,5.18(s,2H) ,6.79(d,2H) ,7.05(d,2H) ,7.3-7.4(«,5H) 
IR (--!>): 1734CB"! 
El-MS 341 [M] 
[0 0 6 4] 

m^m^ 3 

H-D-p-MegNPhLac-OBz I <Z)f^ V {CH - D - p -M o r P h 
Lac-OBzl (0. 9 0g) $:M V^feJ^A^lil^JtM 2 4 il|^#lC UT B o c 
-Me L e u-D- p -Mo r P h L a c -Me Leu-D-Lac-OBzl 

(1. 3 6 g) ^r^fco 
NMRCCDClg, 6 ) 0.9(d,6H) ,1.4-1.65(b,12H) ,2.63(s)St- 2.66(s) (3H) ,3.05-3. 2( 
.,6H) ,3.85-3. 95 (■,4H) ,4.7-4. 8(«)&f 4.95-5. 25(«) (4H) ,6.80(d,2H) ,7.07(d,2 
H),7.1-7.2(«,5H) ~^ 
IR(KBr): 1740,1695c«"l 

[0 0 6 5] 
§gjtM3 4 

B o c-Me Leu-D-p-MsgNPhLac-OBz l(7)f^»;iCB o c 
-Me L e u -D- p -Mo r P h L a c -OB z 1 (1. 3 5 g) $:MV^fe^^l 
^«|s[}iM2 5 ill^^tCUTB oc-MeLeu-D-p-MorPhLac- 
OH (1. 0 8 g) 5:^feo 
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IR(KBr): 1742,1695cm"^ 

mmms 5 

B o c -Me L e u - D- p -MegN P h L a c - OHCDf^U tCB o c -M 
e Le u-D-p-Mo r PhL a c-OH (1. 0 8 g) , V^fe^^^^^iSS 

Bo c— Me Le u — D— p— Mo r PhLa c— Me Le u — D — La c — O 

B z 1 (1. 4 9 g) ^mr^o 

NMR(CDCl3, S ) 0. 85-0. 95(m,12H) ,1. 4-1.7(01, 18H) ,2.78(s) ,2.81(s);at*2.88(s) 
(6e),3.0-3.1(a,2H),3.1-3.15(m,4H),3.85-3.9(iii,4H),4.65-4.75(m);g.t*4.9-5.5 
(m) (6H) ,6.82(d,2H) ,7.13(d,2H) ,7.3-7.4(«i,5H) 
IR (KBr) : 1740 , 1694 , 1662cb"^ 

[0 0 6 6] 
|g^M3 6 

B o c -Me L e u - D- p -McgN PhLac-OBzl ®f^»J (C 
Bo c— Me Le u — D— p— Mo r PhLa c— Me Le u — D — La c— O 
Bzl (0. 7 4g) ^m^^r=.&<mimMm2 5t.mmzLXBo c-MeLe 
u -D - p -Mo rPhLac-MeLeu-D-Lac-OH (0. 64g) 

IR (KBr) : I 741 , 1694 , 1664c«"^ 

[0 0 6 7] 
|g^M3 7 

B o c — M eLeu — D— p-MegNPhLac— MeLeu — D-Lac 
-OB z 1 (Z)f^y tC, B o c -Me L e u - D- p -Mo r P h L a c -Me L 
e u-D-L a c -OB z 1 (0. 7 4 g ) V^fc^^^^^i|gigM 2 8 i: I^^IC 
UT, 2 HC 1 • H-Me L e u -D- p -Mo r P h L a c -Me L e u -D 
-Lac-OBzl (0. 73g) S:#feo 
IR(KBr): 1744, 1648c m"^ 
[0 0 6 8] 

mi^m 3 8 
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B o c -Me Leu-D-p-Me2NPhLa c - OH®f^»J tC, B o c - 
MeLeu-D-p-MorPhLac-MeLeu-D-Lac-OH (0. 

6 4 g) , 

HC 1 • H-Me Leu-D-Lac-OBz lOf^UlC 
2HC1 • H-MeLeu-D-p-MorPhLac-MeLeu-D— La 
c-OBzl (0. 73g) $:MV^feJ!^^^^i|g5iM2 6 ilH^tCLTB o c-M 
eLeu-D— p-Mo rPhLa c-MeLeu-D-La c— Me Leu — 
D- p -Mo r P h L a c -Me L e u -D- L a c -OB z 1 (1. 0 8 g) 

NMR (CDC 1 3 , 8 ) 0 . 8-1 . 05 (■ , 24H) , 1 . 15-1 . 8 (m , 27H) , 2 . 65-3 . 2 (■ , 24H) , 3 . 8-3 . 95 (■ 
,8H) ,4.65-4.75(«)S.t*4.9-5.5(«) (lOH) ,6.75-6. 9(«,4H) ,7.05-7.2(«,4H) ,7.3-7 
.4(a,5H) 

IR(KBr): 1738, 1694, 1663cm"1 
FAB-MS 1227 [M+H] 
[0 0 6 9] 

mi^ms 9 

B o c -Me L e u - D - p -MegN PhLac-OBz 1 (Dj^*) tC, B o 
c —Me L e u -D- p -M orPhLac-MeLeu-D-Lac-MeL 
e u - D- p -M o r P h L a c -M e L e u - D- L a c -O B z 1 (1. 0 

7 g) $:MV>feJe*^li|g3gM2 5 illPllltCUTB o c-Me Le u-D-p-M 
o r P h L a c -Me Leu-D-Lac -Me L e u -D- p -Mo r P h L 
a c -Me L e u -D^ L a c -OH (0. 9 6 g) 5:#feo 

IR (KBr) : 1739 , 1694 , 1663c«"^ 
[0 0 7 0] 

mmm4 0 

Bo c-MeLeu-D-p-MegNPhLa c-Me Le u-D-La 
c-OB z KOf^ytCB o c-Me Le u-D-p-Mo r PhLa c-Me L 
eu-D-Lac -M eLeu-D-p -M o r P h L a c -Me L e u - D - 
Lac-OH (0. 9 6g) 5:M V^fcJ^^^^i|^}5t0!1 2 8 i: [^^{C LT, 3 HC 1 
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• H— MeLe u — D— p— Mo rPhLa c— Me Le u — D— La c— Me 
L e u -D- p -Mo rPhLac-MeLeu-D-Lac-OH (1. 02 

g) ^mtc, 

IR(KBr): 1741,1646cb"1 
[0 0 7 1] 

(R) -3- (A-r^ J y^^-ji) -2-j\^ \!u^t/zfu\^yfym^yi/ 

)VJi7.'r)]y (1. 5 3 g) , 1, (0. 6 1ml), ^MiJ 

U't7A (2. 0 7 s) AXf^iti-hV^I^ {0. 3 7 g) (Dt/:^^)liisJlAT5, 

F (5ml) mmmm^mux^i immmwLt^o (5 omi) ^m^:^-^ 

;i/(50ml, 25mlx2) T'ttmbfco $:l&?n:^^*-e^?^^, 
^A^nvh^^-7-<-tcj:U!|fSgL, ^^^y. Sf^x^;i/ (4 : IV/V) 

(DUWLv^mLtcio mm(D^m^-^^timiiim^(Dmm^w.&w^Lx (r) - 

2 -A>f Fn^S/- 3 - (4 -tfn y 7x::^;i/) ^oif;!f->^K>i;;bx;^. 
(1. 3 5 g) 5:#fco 

NMRCCDClg, 6 ) 1.95-2. 05 (■,4H) ,2.61 (d,lH) ,2.90(dd,lH) ,3.03(dd,lH) ,3.2-3.3 
(ra,4H) ,4.43(ddd,lH) ,5.18(s,2H) ,6.45(d,2H) ,6.99(d,2H) ,7.3-7.4(«,5H) 
IR(r-h): 1732c«"l 
[0 0 7 2] 

^j^M4 2 

H - D - p -M e P h L a c - O B z 1 »J{C H-D-p-PyrPh 
Lac-OBzl (1. 34g) S:M V^fefi^^^±SS5^M 2 4 i: [^^{C LT B o c 
-Me L e u -D- p -P y r P h L a c -OB z 1 (1. 79g) S:#fe„ 
NMRCCDClg, 6) 0.92(d,6H),1.4-1.65(M,12H),1.95-2.1(«,4H),2.47(s);5:t*2.52( 
s) (3H) ,3.0-3.15(«,2H) ,3.2-3.35(m,4H) ,4.7-4.8(«)&t*5.0-5.25(«) (4H) ,6.46( 
d,2H),7.02(d,2H), 
7.1-7.2(«,5H) 

IR(KBr): 1750, 1740, 1692, 1672c«"^ 
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[0 0 7 3] 

§^^M4 3 

B o c -Me L e u - D- p -MegN PhLac-OBz 1 (Df^*J {CB o c 
-Me L e u -D- p -P y r P h L a c -OB z 1 (1. 7 8 g ) V^fcJ^^ 
MWl^mz 5 ill^^lCbTB o c-MeLeu-D-p-PyrPhLac- 

OH ( 1. 4 4 g) ^mr^o 

IR(KBr): 1740,1695cm"^ 

[0 0 7 4] 
MM 4 4 

Boc-MeLeu-D-p -McgN P h L a c -OHCDf^U {CB o c -M 
e L e u-D- p -P y r P h L a c -OH ( 1- 44g), $:M V>fe£il^lii? 
itM 2 6 i: IMHIC UT B o c -M eLeu-D-p-PyrPhLac -M e L 
e u-D-L a c-OB z 1 (1. 5 3 g) S:#fc„ 

NMRCCDClg, 6 ) 0.8-0.95(«,12H),1.4-1.7(B,18H),1.95-2.05(«,4H),2.7-3.05(m, 
8H) ,3.2-3.3(«,4H) ,5.65-5.75(«)S.K*5.9-6.5(«,6H) ,6.47(d,2H) ,7.06(d,2H) ,7. 
3-7.4(m,5H) 

IR(KBr): 1741, 1695, 1662ca~l 

[0 0 7 5] 
MM 4 5 

B o c-Me Le u - D - p -M e P h L a c-OB z KDj^ViZ, B o 
c— MeLeu— D— p — PyrPhLac— MeLeu — D — Lac-OBz 
1 (0. 7 6 g) $:^^fe^^^^^iM#!^2 5hll«llCbTBo c-Me Le u- 
D-p-PyrPhLac-MeLeu-D-Lac-OH (0. 65g) $:# 

IR (KBr) : 1740 , 1695 , 1664cb"^ 

[0 0 7 6] 
MM 4 6 

Bo c— Me Leu-D-p-MegNPhLa c-MeLeu — D — La c 
-O B z 1 ODf^»; tC, B o c -Me Leu-D-p-PyrPhLac-MeL 
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e u-D-L a c-OB z 1 (0. 76g) $:fflV\feJe^^ttS§jiM 2 8 i:I^^{C 
UT 2 HC 1 • H-Me Leu-D-p-PyrPhLac -Me L e u -D- 
Lac-OBzl (0. 77g) ^#fe„ 
IR(KBr): 1743,1646cm"^ 
[0 0 7 7] 

mmm4: 7 

B o c -Me L e u - D- p -McgN P h L a c - OH^f^U JCB o c - M 
eLeu-D-p-PyrPhLac -Me Leu-D-Lac-OH(0. 6 
5g), HCl-H-MeLeu-D-Lac-OBzl U {C 2 H C 1 • H 
-Me Leu-D-p-PyrPhLac-MeLeu-D-Lac-OBzl 
(0. 7 6g) 5:flSVNfeeA^1^liSg5iM2 6 i:|^^{CLT, Boc-MeLeu- 
D-p-PyrPhLac -Me Leu-D-Lac -Me Leu-D-p-P 
y r PhL a c-Me L e u-D-L a c-OB z 1 (0. 82g) $:#fe„ 
NMR (CDC I3 , 6 ) 0 . 75-1 . 05 (■ , 24H) , 1 . 1-1 . 75 (■ , 27H) , 1 . 9-2 . 1 (■ , BH) , 2 . 65-3 . 1 (a , 
28H) ,3.1-3.3(ai,8H) ,4.6-4.8(B)^t*4.9-5.5(ai) (lOH) ,6.35-6.55(«,4H) ,7.0-7.2 
(m,4H),7.3-7.4(»,5H) 
IR (KBr) : 1740 , 1695 , 1664c«"^ 
FAB-MS 1295 [M+H] 
[0 0 7 8] 

m^m4: 8 

B o c -Me L e u - D- p -MegN PhLac-OBz 1 ©f^U iZB o 
c— Me Le u — D— p — Py r PhLa c— Me Le u-D-L a c— Me L 
e u -D- p - P y r P h L a c -Me L e u -D- L a c -O B z 1 (0. 8 
0 g) S:MV^7tJ^^liig^tM2 5 tmrniZLXBo c-MeLeu-D-p-P 
yrPhLac— MeLeu— D — Lac— MeLeu — D— p — PyrPhL 
a c -Me L e u -D- L a c -OH (0. 74g) S:#fe„ 
IR (KBr) : 1740 , 1695 , 1664cm~^ 

[0 0 7 9] 
5g^M4 9 
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Boc— MeLeu — D— p— MegNPhLac— Me 1 eu— D — Lac 
- O B z 1 (Di^ >JIC, Boc-MeLeu-D-p-PyrPhLac-MeL 
eu — D — Lac— MeLeu — D— p — PyrPhLac— MeLeu— D — 
Lac-OH (0. 74g) V^feJ^^^l^ttiijgM 2 8 il I^^IC LT 3 H C 1 • 
H— Me Le u — D— p — Py r p hLa c— Me Le u — D — La c— Me L 
eu-D-p-PyrPhLac -Me Leu-D-Lac-OH(0. 81g 

) ^mr=.o 

IR(KBr): 1741 , 1647cm~^ 
[0 0 8 0] 

Boc-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac- 

0CgF5(0.4g) (D^it:^^\/yiM i§?«ic^K?&T. hVyMumWt(2mi) 

p M6Uu-D-p^-MeOPh'-«^-M.a<u-D-I^-Mel^-D-p-MeOFliI^- MeLeu- D-Uq__^ 



(0.16g)5:^fe. 

NMRCCDClg.S) : 0.79-1.00(«,24H) , 1. 10-1.80(«,18H) , 2.73-3.09(b,16H) , 

3.78(s,6H), 4. 40-4. 54(b), ;g:t* 5.00-5.67(«) (8H) , 6,82(d,4H), 7.15(d,4H). 
IR(KBr) ; 1741, 1662c«"l 
FAB-MS ; loogCM+H)"^ 

[0 0 8 1] 
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mmm2 

Boc-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac-MeLeu-D-p-MeOPhLac-MeLeu-D-Lac- 
OCgFg (Di^t) y {C, Boc-MeLeu-D-Man-MeLeu-D-Lac-MeLeu-D-Man-MeLeu-D-Lac- 

I — MeLeu - D - Man - MeLea - D - Lac - MeLeu - D - Man - MeLeu - D - Lac -j 
(0.11g)$:#feo 

NMRCCDClg.e) : 0.70-1.00(m,24H) , 1.10-1.98(m,18H) , 2.75-3.10(ib,12H) , 
4.60-5.70(m,6H), 6.44(s,2H), 7.30-7.60(in,10H) . 
IR(KBr); 1750, 1677cb"^ 
FAB-MS ; 921 (M+H)"^ 

3 HCl • H-Me L e u -D- p -MegN P h L a c -Me L e u -D- 
,L a c -Me L e u - D - p -Me gN P h L a c -Me Leu — D-Lac- 
OH (0. 8 2 5 g) 0t;^U)l:^^y (7 0 0ml) ®?§?g{C^?^T h U 

(0. 4 5ml) (2-;r:^ry-3-7|-^-9-yy S?-;i/) 

7:«-x7>r> (0. 2 7g) ^m^'t<Dt^ 1 Ammmwb^iz^urAm^m 
Wbf^, mm^m&^^L. (5 omi) ^M^mm:^^)i (5 omi xs) 

^)mmb. '\=¥-9->,^i^x5^;i/^Ufx^y-;i/ (6 0:3 5: 5V/V) (DM 
pMeLeu-D-p-Me,NPhLac-MeUu-D-Lac-MeLeu-D-p-Me,NPUc-MeLeu-D-Lac-| 



(0. 4 0 g) ^mr^o 

NMR(CDCl3, 8 ) 0. 75-1. 1(«,24H) ,1.4-1. 85(m,18H) ,2.7-3. 1(«,28H) ,4.4-5. 8(ii, 8 

H),6.64(d,4H),7.08(d,4H) 

IR(KBr): 1741,1662c«"^ 
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FAB-MS 1035 [M+H] ^ 
[0 0 8 2] 



4 

rteLeu-I)-p-Me,NPhLac-MeI^u-l^Uc-MeLeu-D-P-Mejmac-MeLeu-I)-Lac-| 

(0.145g) 



$:4N-J^if, @t^x5^;i/ (2 ml) tC^j!l?Ui§^$:^ffiM£bfe^, n^^^ 
5:4 N-iS^-Mx^;^ (2ml) tC^iS? Lit^ 5: ^BE@5S b fe^ h;i/X> ( 

1 0ml) T'2I1I^^^LT, 

pMeUu-l)-p-Me,NPhLac-MeUu-I)-Uc-MeUu-D-irMeiNPI^-MeUu-l^L^^ 2Ha 



(0. 15 7 g) ^mt=.o 

NMRCCDClg, 6 ) 0.7-1. Km, 24H) ,1.25-1. 85(m,18H) ,2.8-3.4(«,16H) ,3.15(bs,12H 
) ,4.6-5.75(ii,8H) ,7.35-7.5(m,4H) ,7.6-7.75(«,4H) 
IR(KBr): 1742 , 1649cm"^ 

3 HC 1 • H-Me Leu-D-p-MorPhLac-MeLeu-D-L 
ac— MeLeu— D-p-MorPhLac-MeLeu-D-Lac-OH 
(0. 4 04 g) ®$;^n;i/^^> (16 2ml) (D^?«[IC^^7K^:^ h U ^^7^ 
(0. 2 7g) Stfi^fblfy?. (2-:t^y-3-;r^-!fV^'J i^x;!/) yiir7.y>( 
> (0. 13 g) Srin^^®** 7 imm^l^r^. (5 
0 ml) S:inx»gftx5";i/ (5 0ml X 3) T'ffiffiLfeo mgSx^;i/M?:fi&?n:fe 

Ufx^y-;!/ (5 0:4 5: 5 V/V) (DM?S-e^ffiLfco mM(Z)*fiKife$:-^tf 
p MeLeu-D-p-MorPhLac-Meleu-D-Lac-MeLeu-D-p-MorPhLac-MeLeu-D-Lac-| 



(0. 2 3 8 g) ^mt=.o 
NMR(CDCl3,6) 0. 8-1. 1(»,24H) ,1.3-1. 8(«,18H) ,2. 7-3.2(«,24H) .3.8-3. 9(ni,8H) 
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, 4. 4-4. 55 (m)^t* 5.0-5.7(01) (8H) ,6.82(d,4H) ,7. 13(d,4H) 
IR(KBr): 1740,1662cb"^ 
FAB-MS 1119 [M+H]"^ 
[0 0 8 3] 

3HC1 -H-MeLeu-D-p -Mo rPhLac-MeLeu-D-L 
a c— Me Le u — D— p— Mo rPhLa c— Me Leu — D — La c— OH 
©f^UlCS HC 1 -H-MeLeu-D-p-PyrPhLac-MeLeu- 
D— Lac— MeLeu— D— p — PyrPhLac— MeLeu — D— Lac 

-OH (0. 8 0g) ^M^^r^&.^\t^mm5 trnmizLx. 

p MeI^u-l)-p-PyrPhLac-HeLeu-I)-Lac-MeLeu-I)-p-PyrPhLac-MeLeu-l)-Lac--| 

(0. 2 3 8 g) S:#fe„ 
NMRCCDClg, 6 ) 0.75-l.l(m,24H),1.2-1.8(B,18H),1.9-2.05(«,8H),2.7-3.1(in,16 
H) ,3.15-3.3(ii,8H) ,4.4-4.55(«)&t' 5.0-5.7(b) (8H) ,6.46(d,4H) ,7.06(d,4H) 
IR(KBr): 1740 , 1664c«"l 
FAB-MS 1087 [M+H] 

|- MeLeu-D-PhLac-MeLeu-D-Lac-MeLeu-D-PhLac-MeLeu-D-Lac-j 



(0. 3 8 2 g) S:-^l OTC{C?^aiLI§mm (3. 5ml)^15^vmrL 

fc^, mux^i^mwbr^o Rmmm^m^mmTi^mi- h V ^ A (2 5 mi) 
^iz^^izM^mm:^^jv (2 5ml X 3) T'MffiLfeo mm:^^)\yM^mmik 

r- MeLeu-D-p-NOjPhLac-MeLeu-D-Lac-MeLeu-D-p-NOjPhLac-MeLeu-D-Lac-, 



(Dm^^m (0. 4 6 5 g) S:#feo 
NMRCCDClg; 6)0. 65-1. 1(11, 24H), 1.2-1. 8(b,18H), 2.7-3. 3(«,16H), 4.4-4. 55(«) 
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^tt* 5 . 0-5 . 7 (■) (8H) , 7 . . 35-7 . 55 (m , 4H) , 8 . 05-8 . 15 (m , 4H) 
IR(KBr) 1742, 1662, 1519, 1343cia"^ 
FAB-MS 1039 [M+H] ^ 
[0 0 8 4] 

mmms 

pia^u^D-p-NOiPhUc-MeUu-D-Uc-MeUu-D-p-NOJTiL^ 



©ffi^fiX^fe (7 2mg) fiDX^y-;i/ (5ml) ^?g{C 3 7 %7^;1/AT;1/x t K 
(0. 4ml) 151 0%Ji^V^2^mm (0. 1 g) Srirtl^, tK^:^;^ 

L T # feffi^fig!^ S: y ;!j * ^ A ^ □ v h ^ 7 7 - (C J; »J iftiS L ^ -9- > 
, mx^;i/:5:t;x^y-;i/ (7 5 : 2 0: 5V/V) ®M»tT'?gmbfeo mil 

i-MeUu-D-p-MejNPhl^c-MeUu-D-I^-MeUu-D-p-MeJiRiI^-MeUu-D-I^ 



(4 2mg) Sr^fco 

NMR (CDC I 3 ; 6 ) 0 . 75-1 . 1 (■ , 24H) , 1 . 4-1 . 85 (■ , 18H) , 2 . 7-3 . 1 (■ , 28H) , 4 . 4-5 . 8 (■ , 88 

),6.64(d,4H),7.08(d,4H) 

IR(KBr) 1741,1662c«~l 
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